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REMARKS 

The Office Action dated January 8, 2004, rejects each of claims 29-37 
under 35 U.S.C. § 102 or alternatively under 35 U.S.C. § 103 alleging that these claims 
are anticipated or obvious in view of JP 63230687. No other basis for rejection or 
objection is set forth. 

Paragraph [0001] of the specification is amended to reflect that the parent 
application that this divisional application claims priority to (U.S. S.N. 09/951,265) has 
now issued as U.S. Patent No. 6,605,617. The amendment does not add new matter 
and is otherwise proper. 

Paragraph [0111] of the specification is amended to correct typographical 
errors in the superscripts of Y groups and reflect that the Y group of -OR 9 identified in 
the paragraph should read as -OR 10 and the Y group of-NR 11 R 12 identified in the 
paragraph should read as -NR 12 R 13 . The amendment to this paragraph does not add 
new matter and is supported by paragraphs [0032], [0033], and [0110] and claims 29 
and 30 as originally filed. The amendment does not add new matter and is otherwise 
proper. 

Claims 29-37 are pending in the present patent application. Claims 29, 
30, and 31 are amended, and new claims 38-48 are added by the amendment. Upon 
entry of the amendment, claims 29-48 will be pending in the application. Each of new 
claims 38-48 depends from independent claim 29 or a claim that depends from claim 29 
and thus includes each and every feature of independent claim 29. Applicants 
respectfully request that the amendment be entered in its entirety. Support for 
amended claims 29, 30, and 31 and new claims 38-48 is found through the specification 
and claims as filed, including, but not limited to, the following: 

claim 29: Claim 29 as originally filed; 

claim 30: Claim 30 as originally filed; 

claim 31 : Claim 31 as originally filed; 

claim 38: Claim 30 as originally filed and paragraphs [0032], [0033], 
[0110], and [0111]; 
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Claim 30 as originally filed and paragraphs [0110] and 
[0111]; 

Paragraphs [0110] and [0111]; 
Paragraphs [0110] and [0111]; 
Paragraph [0114]; 
Paragraph [0114]; 
Paragraph [0114]; 
Paragraph [0114]; 

Paragraphs [0032], [0113], and [0115]; 
Claim 35 as originally filed, and paragraphs [0032], [0038], 
[0113], and [0116]; and 

Claims 29 and 37 as originally filed, and paragraphs [0149], 
[0151], and [0152]; 
Applicants respectfully request entry of the amendment in its entirety. In 
view of the amendment and following remarks, reconsideration and withdrawal of the 
rejections to the claims in the application is respectfully requested. Applicants believe 
that the application is now in condition for allowance. 

Examiner-Initialled Copies of PTO 1449 Forms 

Applicants note that the following Information Disclosure Statements 
(IDSs) and Form PTO-1449 documents have been filed with respect to this application: 

1 . An IDS and PTO-1449 were filed on September 1 1 , 2003; 

2. An IDS and PTO-1449 were filed on December 18, 2003; and 

3. A Proprietary IDS was filed on December 29, 2003 along with a 
PTO-1449 and a Petition to Expunge. 

Applicants respectfully request that Examiner Seaman send them 
Examiner-initialled copies of all Form PTO 1449 documents submitted with IDSs for this 
application in the next communication. 
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Rejection of Claims 29-37 Under 35 U.S.C. § 102/103 

The Office Action rejects each of claims 29-37 under 35 U.S.C. § 102(b) 
or alternatively under 35 U.S.C. § 103(a) as allegedly being obvious over JP 63230687. 
With respect to this rejection, the Office Action states, 

JP teaches compounds such as RN 119714-56-6 which is 3-(1H- 
imidazo(4,5-b)pyridin-2-yl)-2(1 H)-quinolinone ethanedioate. This 
compound is taught as a treatment of heart diseases. Heart diseases 
are treatable by tyrosine kinase inhibition. Due to this, the treatment of 
any and all diseases that are treatable by tyrosine kinase inhibition are 
inherent. 

Applicants respectfully traverse the rejection as none of the amended 
claims is anticipated or obvious in view of the reference cited by the Examiner. The 
structure of the compound corresponding to RN 119714-56-6 (3-(1H-imidazo(4,5- 
b)pyridin-2-yl)-2(1H)-quinolinone ethanedioate) as produced by ChemDraw and named 
by the Examiner with respect to CA1 10:154319 is 




RN 119714-56-6 

and the structure of the compound without the ethanedioic acid (RN 1 19714-55-5) has 
the structure shown below 
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RN 119714-55-5 

The compound of structure II of claim 29, the only independent claim of 
the application, is shown below 




The Examiner will note that the compounds corresponding to RN 119714-56-6 and RN 
1 19714-55-5 have a H substituent at the position indicated as Y in structure II of claim 
29. In direct contrast, the Markush group associated with the Y group of amended 
independent claim 29 does not include H among its list of substituents. Because the 
compounds associated with RN 1 19714-56-6 and RN 1 19714-55-5 only have an H at 
the Y position and amended independent claim 29 does not cover compounds of 
structure II in which Y is an H, the compounds associated with RN 1 19714-56-6 and RN 
1 19714-55-5 do not anticipate or suggest amended independent claim 29 or any of the 
claims that depend from it. For these reasons, Applicants respectfully contend that the 
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cited compounds do not anticipate or render obvious the claims of the present 
application. 



representing the compounds of JP 63230687 are set forth below. Applicants have 
included what they believe to be the numbering scheme associated with the compounds 
used in the Japanese reference. 



the Japanese reference and have not found any examples of compounds which would 
anticipate or render obvious the claims of the present application. As described above 
with respect to RN 1 19714-56-6 and RN 119714-55-5, none of the compounds in the 
Japanese reference has the structure of the compound of structure II of independent 
claim 29 with a Y group other than H, whereas Y is not H in the compounds recited by 
the single independent claim of the present application. Pages 794-796 of the 
Japanese reference provide a table with a list of Examples 3-41 . Applicants first note, 
that the majority of the compounds (Examples 3, 5-12, and 17-41) in the Japanese 
reference do not even have the double bond between carbons 3 and 4. Furthermore, 
the benzimidazole or azabenzimidazole moiety in the compounds of the Japanese 
reference is not even bonded to carbon 3 in most of the compounds set forth in the 
Japanese reference as it is in the compounds of structure II of independent claim 29. 



Applicants have obtained a copy of JP 63230687. The structures 



5 



4 




PI R 5 

Submitted herewith is a copy of JP 63230687. Applicants have reviewed 
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For example, in Examples 3, 5-30, and 32-41, the benzimidazole or azabenzimidazole 
is bonded to one of carbons 6, 7, or 8 which are all on the benzene ring rather than on 
the N-containing ring of the quinolinone in direct contrast to the compounds of structure 
II of claim 29. Therefore, the vast majority of the compounds of the Japanese reference 
are not even structurally relevant to the compounds defined by the claims of the present 
application. In fact, the only compounds of the Japanese reference in which the 
azabenzimidazole or the benzimidazole is bonded to carbon 3 appear to be Examples 4 
and 31 . Examples 4 and 31 both have an H group in the position designated with a Y in 
structure II of claim 29. In direct contrast and as noted above, the Markush group 
associated with the Y group of amended independent claim 29 does not include H 
among its list of substituents. Because Examples 4 and 31 only have an H at the Y 
position and amended independent claim 29 does not cover compounds of structure II 
in which Y is an H, the compounds associated with the Japanese reference do not 
anticipate or suggest amended independent claim 29 or any of the claims that depend 
from it. 

For the reasons set forth above, the compounds disclosed by the cited 
Japanese reference are not relevant to the claims of the present application. Because 
the Japanese reference does not disclose or suggest the compounds set forth by the 
claims of the present application, Applicants respectfully contend that the rejection must 
fail. Applicants respectfully request that the Examiner reconsider and withdraw the 
rejection of the claims and allow this application to issue for the reasons set forth above. 

CONCLUSION 

In view of the amendment and the above remarks, it is respectfully 
submitted that all rejections have been overcome and that this application is in condition 
for allowance. Early notice to this effect is earnestly solicited. The Examiner is invited 
to telephone the undersigned at the number listed below if the Examiner believes such 
would be helpful in advancing the application to issuance. 
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Date 



arch 96, 3o*</ 



FOLEY & LARDNER LLP 
Customer Number: 23524 

23524 

PATENT TRADEMARK OFFICE 
Telephone: (608) 258-4281 
Facsimile: (608) 258-4258 



Respectfully submitted, 




Bernard P. Friedrichsen 
Attorney for Applicant 
Registration No. 44,689 
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Abstract 



NEW MATE RIAL: A compound expressed by formula I [R<1> represents H, lower alkyl, lower alkenyl or 
phenyl lower alkyl; R<2> represents formula II (X, Y and Z represent -CH= or N; R<4> and R<5> represent 
H, lower alkoxy, halogen atom or amino); R<3> represents H, halogen atom, nitro, amino, lower 
alkanoylamino, lower alkoxy, etc.; bonds at the 3- and 4-positions of carbostyril skeleton are single or double 
bond] and salt thereof 

EXAMPLE:8-Bromo-6-[1H-imidazo-(4,5-c)-pyridin-2-yl]-3,4-dihydrocarbostyril-hy drochloride.monohydrate. 
USE:A cardiac, hypotensor and antiphlogistic, which has low toxicity and small side-effect. 
PREPARATIONS compound expressed by formula III is reacted with a com pound expressed by formula 
IV, as necessary, in the presence of a solvent (example; water, methanol or THF), preferably at room 
temperature -200 deg.C for 1-10hr. 



Data supplied from the esp@cenet database - 12 



http://l2.espacenetx^ 01/21/2004 



n 



® a. * m fr (j p) © ft ft m m a w 
ft.MttflP&tR (A) PB63- 230687 



©int.a.* 

C 07 D 401/04 
471/04 
473/00 
// A 61 K 31/47 



31/52 



2 3 3 
10 7 

ABB 
ABP 
ABU 



6761-4C 
K-7430-4C 
7430- 4C 



BS»63^C 1988) 9^278 



7431-4C ssiESt* ssiaofit i (^soh) 



@55 B J * 

©IS BJ * 

©is-w m 

@& 88 * 

BB A 



©ft m PS62- 65202 

©th m PS62( 1987) 3^189 



s m 



54 



ill 



^a^S^SMt&BrfrS^-^ i wi6 

iMMiintm«»2i- 3 

«MMI»mJIIlWtliCl6l- 4 

t»j«*«ftmjiirtTOKW463-io 

JttrtPHtEBKfcBBfllBr 2 TB 9 TO 
#2* 



m m m 

0) -«* 



I 

R 1 

ca*R' t**sni?« ffi»7^*^», fits 

,R* 



if. R 8 ttS 

H *\R S 



YRtfZttf3!-XttllfcoTS-CH-Xtt 
■*H?*» R* RtfR $ Bffl-XttS&o 

R 3 tt*JRBC?, ADyvi?, -hQS, 



7*3 ffifi7A/**S, fi 

»7/u*a/^*», a*a»±icfiG7^* 
a/» $■& fi t u x * c t © « *fflfli© 

5~6aa*BSXtt«tt»i: UTBS05 

~ 6 7 a****** 

» w ©» IB 4 Km 
©ffltcraira. 

g w © H ^ 



-775- 



v > 

S^N^o (1 ) 

I 

R' 

(iS*R' tt«7JU*A/», ffi«7 

^;A/8XB7i = A/ffiJR7A/*A/S£jn3r. 

R * 

R a «s VY 5 ^ <a*x, Yatfz 

H *\R 5 

R* &ffR s ttffi-Xttfl&oT**!*?, fi 

*n?n**) esr. r 9 ad 
= 75/1, tt«7^*y 

-f a/7?/», fi«7A/a*i/*, tt 

»7A/tA/S, ffitR7A/*A/7-#aS, aSB£ 
±(C€«7;U*^S*HttS<!:UT^^Si:t 

© « * ea ffl i© 5 ~ 6 a a * wis x « ■ & a t u 



ftffllB3 63-230687 (2) 
TfiSffl© 5 -6a«*Bg£Sy * iff 18 7 A/* 

7A/Xtf *7 Y y >IC <*ajfiigIRffiffl> 

ti « sr ^ © * a ^ h « a © t& a o n: «> od si 4> an , 
tf*©«tt, fflntemtst^^«, sab bum 

.*teif©Biftffl> f»^tf«it, a»taig©itt-F, 



Ifi1i ^ 3F©SlflE ffl * v> t v> ^ ftts * t> £ o T 

±e-«sc (i ) c©<^t, s«$nass<o 
^n^necF©a»3T-»§. 

ffl;*R7A/*A/gfc ITH, X f-fi/ * I^A/, 7 
aeyu, -fV7aeji/, 77-A/, tert-7^/1/, 
*>^A/, 'S*5'^Sf?©«»»1 ~6©B«X 
« » 8 « « 7 A/ * A/ IS € ft T S * . 

&t&7Jl>*-n/!it OTtt, 7'JA/, 
2-7f-JI/, 3-7f-A/, 1 - ^f A/7U^» 
2-^>r-A/» 2-'V*1r-A'SI|©j!R3R&2 
~6©iSi9X«»Sffl«7fl/^^A/SSf«^T-$ 
S. 

7 i -^ffilS7 Ax+A/St UTB, a;>*?;U, 
2 -7 x -A/X^/l/, 1-7i;(l/I^, 3- 
7r=;U7atA/, 4-7i-^7fJl/, 1. 1 
-?*f-A/- 2-7 i-A/X^A/, 5-7i-A/ 

6-7 i -n/^m/n,^ 2-Xf-n/- 



3 - 7 i -A/7 a en,£®<D7 A/*A/fi5##&jj5 

Stl ~6©iS»IXtt»tta«7A/*A.ST-ig*7 
i "A/7^4=A/S«SI^TSa 0 
ffi«7AO*f StlTtt, jXh^J/, Xh* 

tert-7h*i/, A/ '\*J>A/#* 

f S£©B**»1 ~6©iIS[Xtt»S«tt7A/a 

fil87^^y'CA/7?yg<!:UT«, *A/§A/ 
757, 7fef->75;, 7at^iJi/7?/ ( 
7^ 'J A/75 7, -TV 7^ HA/757, ^ > 2 7 

A/7 5 / , tert-7^/U*A//K^A/757 , /\ 
**7 •ffl/7 5ySSOi«»ai ~6©£SIX« 
^ft!9tt7A//)7-r A/7 5 7S* WST-a*. 

ffi«7A/*A/**g£UTtt, ^ f-A/f-yt" , x 
*A/^*, 7D^f* ( -f V70t?A/*#, 7* 



-776- 



l*7A<*A,^#g£W*-C8$. 
• »JRGtJS±»Cftt87A/*A/S*H»3£l/T*f 

t z z to $ a ata © 5 ~ 6 aajRaa t u t tt , 

eny^;^/, tf*7**-A/, K*y9-JU % fc 
A/* y J S£©JSBft©fi810 5- 6 MS* »£© 

— 3 -xVji/- 1 -XUV-'b* 4->> 

- e *c ? 5? - a^ 3 -x^-A/- 1 -trty 

*y/', 3 -ratr^/- 1 -cay 5>^A/, 4- 

tr^y$?-A/> 3 -**i>Jn&A/*y -/ ss©h 
»stoTKjRai ~6©aiaxtt»«iatt7)u 



*}RP3 63-230687 (3) 
a»S<!:L,Tfiafll©5~6Sa««S«#t* 

0£®7A/*A/i|i: uttt, 
*^A/x ( i -tfs?j>-/i/) 
lyp-ji,) xi-iu* 2- 
( tray j?~a/> x*j-k>s 1 - ( 1 - t:' , \5^?- 
A/) ifA/, 3 - (1-t^y^^A/) TDtr*, 

4-tfl/*yy7f^, 1. 1 -PX9-Jl>-2- 
-eayv-fr) x.?n/. 5 - ( 1 -tf?5 

*?-A/) "O^A/, 6 - ( 1 -tf"Cy 2? -A/) >\ 

***7*2 ->V-A/- 3 -*A/*y yyatrin/S 

5CDS$&£UT8JD©5~6aa*IRS$?f Is* 
7**A>©atf«Jfc«1 ~6©S«Xtt#««l* 
7*^*A/S"C»*S*W^T«4. 

*RW©»/U*^f-y^»»ttRV*©Htt> 
H A K T 22 S IS St C * * H m VL J: «9 H SB * * C t 



COOH f^ V^I P* Sc^HHt 
.^•N^O (3) 



I 

R' 

(1 > 

(5S4>R' , R e , R° > X, Y, Z&VAA'* 
2f-yA/#ffi©3. 4 -totSSttSUKCPl?. ) 
-fij£ ( 2 ) ©fc6«9 fc-«i£ ( 3 ) ©fc£«l 
fc©RJfctt> jg£fc8»*Xtt&SWT-, §lt*9l 
©^ftTCff'i^ilttfT-g*. CcTSffifS 



>if>* hA/X>S©3fS£&fc**SU fflfc* 

fcKfc*3SJH, 7teh>, S? * 7-A/;* A/* * f F , 
i?*^A/*A/A75 F, 'v.*** frA-y >« h y 
7 5 K©*7a h>ttffitt®WW«WiST-S*. 
K*fllfcOTtt, fl*lxaK« ra«S©KSJ8» * 
tf:=.A/?0 7-f K> P - h A/XV^A/iK^HH© 
*r»6S, :* *>:iA/*>«-SBHfcy 

y>, #yy>8, **j/«fty>, sfflfty>, 

HMU >«F©y >A:S«JI5«I«/t;T-«*. 

-85? (3) ©<t^«5©ffifflatt. -** 
( 2 ) ©fcSfclcaUT, »ftB«««A'^5fi 
tJI/i, »t U<tt#tA/~2{S ; EA/SefitT 
a©#a£T»9, S(5B, -tt»CttO~250 
»*U<tt2a~2 0 0-Cf*Jff©}aKT(C, 

o era ess-ssuxtrfc t?n$. 



-777- 



sna-ttjs (2) Tattsnaft&ftti, 

<5f5SC-2> 

i i 

R 1 R' 
(4) (2a) 

(JStfR 1 RtfR 3 ttttBCIHi;. R e ttfcJRa 
-«S (4) 0fc2«j<ODSfcEf5tt, S^ftlS 

•?A, »BA^A, *Bfc*hy'7A, KM* 
M^-h'J^A, ilthVOA, £aay>A, 
*MJ9A7*K« **fc* MJ*?Aa<Da»a 

±ER««CJ:0»5n*-»St (2a) ©ftd 
»OrtT, R» tf«B7;t/*;i/a**Tfc£*9tt* 
Cli*J)<]*ai»*-$C&(C »JST*R« # 

±BJW*#»KlStt> aMSfcSj»4>, BXttJS 

f h7i:KQ77>9or-fA/», £#©H& 
H, HB« Jtfls**B9<!>ttBn«> fflfcttfcS 

fttittt, ffu«*B(t*byo a* *Bfca 
y *A/*Bfc*A'2"*Aa©fcB*Bfc«js* 
?n?ftS)BT84. JtBJn*#i*sj5tt, a» 
Sia-1 5ot5es, »*o<ucsa~i 20T) 
escT&acatrbv -«cm o#a~i 5 



tflJBB3 63-230687 C-4) 

a, * h y CAif5- k * h y 

K *y 9A-tert-7 h*5/Ka©7A/=J5- 
hyiy-A/75>, h y 7a trj/7^ >, 
trpy?>» tr^yj?>, cy2?>a©#aa* 

(4) 0fl:&l!jC»l/Td>&< 
tiUBK, S?*U 2 (BtA/fleS 

hA<X>, *J/U>»O^S«Kfb*3R)8|, 

x*j-n, % -fV7o/ty-/K teri- 
7* y-A/«?©7^3-yu« v yxf-jux-rk, 

V**vyy f h7eKn77>, x 1/ > $r y 

A,zn/***/i>\ / \*i*-^^-A/y>HhU75 k. 

sisfct, a»2ffl~»i 5 ox)a«» » *o< « 
aa~i ooTiaaoiaaTicafTb, «i - 

<S£iS-3> 

I > | 

, R' R' 
(5) (2b) 

(S4»R' , R 7 RXf ntoWZf-V A/Sfi©3 . 
Zmt. ) 

-as ( 5 ) <o(bs%©/\ay>fl:si6», a 
ccfAQyxtfflt lib, a»fflt>en*« 
fflfta-K, aw; fl/?n y h\ 

^Apyvfcffltt^ a»a»fr«»-»is (53 

Oft&«)i:»l/T8BftA'«-fi1 0«*A/B, 



-778- 



A « Q43fcfcJR£©AD7>(bSHb**J8l, BtB, 

o~4 o-c<*2©iaflitcT, 5msee 

ft. ±ERIS©ISICWU fcKCfSUTRJSmrt 

ic t*t» #© ft an ©a * ?s«i#«e $ « * c t 
± e r is a - 3 c * * tj « c * *> <* 5 n * - » 

a (2 b) ©fcftliJ©!*?, R« tffifiJA'** 

a**irfl:ftfoidu cnsfflERtsa-^jR-r^ 
JS(C«fei9»5n*-ttSC (2a) <&fcft18J©ttl* 

ft«JlCR*-CS*. 



h U 7 5 K-VftttJB * * C t if V S *. 

-Kit (6) ©*bft«J*-ftU ( 7 ) ©fcftfc 
£©fiffl»lft«» ttCHStf < «HrtTa 

l$3>4<i:*Si^i8l!, #SU<ttS*A/ 

ttttO~1 OOTJ8K, »*U<ttttO~7 0TJ 
ttfiOEK-FCiiiTU, -ftCWO. 5-1 2B$ 

H8SET»7J*. 

±£Cjfx!rtfl£lC<fcl9 8Sna--ttjS ( 2 c ) 
<Q(bft«J©l*iT- % R 8 3S5fi»7^4=A/»€rvrfl: 

&%tt, cinsjsaBRiss- 2csr»i««c«fe») 

»6n*-»S (2a) ©{bft»©«!*#»RfS 
fclS8tCUT, ttJ*»f»R«^**C:fc(CJ: 

*tisr*R 9 *s**iR?T35*»fa©fcft» test 



^KIBH 63-230687 (5) 

<Rfcj*-4> 

H (7) I 

► R 1a 

(6) (2c) 

0)3, 4-ttttftttl»E«Cj51i;. R 1a «**IR 

^eoKOKrER' mznt. ) 

-ft* (6) ©fcftfct-ftit (7 ) ©fcftfc 
t©RP5«» aS*»»f> a»ttfcft«J©*fc- 

Bib*u'9&* nb*-m.)9a, t*Kay? a; 

» **fc*MJ*&, fta^MJOA* ftaau? 

*fc, ±BRfciS-4K:**-Rfc«C»VT, - 
ft* (6) OftSfttlTR' #**IS[?©fc© 
( *JU#>a) *jgt->$«fttt, StXJA'tfVB© 

» a/ # * p to 5 1> ra nt c x * r /b * n s a ft # 
osaic^ttRrtt-pasij, *fcjt»»«»*fl:ft«)«. 



-779- 



< > i_ j 

TffiflBa 63-230687 (6) 

<EJS3-5> (SC4>R' , Xt diVnbKZ 9->J /b£Jg©3 , 

OH X,-CH 2 CH-CH, rtftoCH, CH-CH, 4 "«»«W«^ * 7 «««7***« 

o (9) *^n^o zmr. x a BAoyvifeat. ) 

-MS (8 ) ©fc&fct-«S ( 9 ) ©fc£fo 

3n4, CvI-paSttfl;^^.!: UTtt, fl ft If ft 
CH 2 -CHCH2f-*-4-0H R 7 X * M , 

^^NlAo (12) Wltb'JOLs to&nvik. Bt&*cf!f+\*iJV 

(11) ft* 'J -7 A. ttHIS. fcjRfc* MJ ^/^©JS® 



I. — * I. 

(8) (10) 



I. — * l. 



(13 ) d4) h , ;x^7U7^>, 



HOOC-QJ-J- OR 7 ?-;U7^'J N > % 4 

(2 "' d) 9 a ( 4-. 3. 0) y*>-5 (DBN) , 1. 

8-J?7tf tJ/i/a (5. 4. 0) 



7 ( DB U) , 1. 4-?7«fe5>*a (2. 2. 
2 ) (DABCO) »<D#affl»S*l5! 

iSTSS. ±EKJ5tt*f3»?t>* S»*ffl^T 

Kf5C&B»*5ftfrfr v «tt©>FStt&»L 
Wftif*, **y-;t/, x^y-ji/, raAy- 

tKD77>, iS?7-<k* J?^7-fAS©I 
-rA/SU 7th>, ;< 7WUX?-y^'7-h>%F©^r 
h>JHs ^>t">, *2/U>£©«§ 
i3lK<b**«, Rfi^fA/, R«X*;i/#©x;* 

*~>K» 'S + tM^/U'JVKM,' 7 5KfO#7 
•7 It » 'J O L % © £ IS a 1 % © f? ft T «C fr * 3 



cttf-ce, £#©3-7fc&*ffi^*©tf-«(c 
a (9) oft^«)t©ffifflsi6tt, wesson 

ttfc<^#, a»saf*fi~2 o o"css, »iu 
<; BsaMiff- r50"Cffig«)«i/i»5a!R3n 

*>©#*<, RISBJOBW 1 - 7 0B%®, 
<tt«1 ~3 ORfflSRT-e*. 

, ±ES(5ic«i:o»6n*-itta (io) ©(ta 

tS)»5-ttiS (11) ©fc&«J*»S»RJ6tt, - 

jsc^-r tr">iEtttff«n**©-e-»o^ Wft 
tfas*sw*T-, -«a do) it & «j «■ fto 

Sit.lTB, Wft«N. N - 5? X *) y , 
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1 00-2 5 0"CeK, »!!0<«ft150~ 

2 50-C8£ff»flJ3n, S£ttm~2 08*ia 

gR-cfsta**. 

fl»<ux8 5na-ttiS (11) ©fcS«Sfc> 
-BSC ( 1 2 > Ofc&tttWRfStt. ftE-iaa 
(8) ©fca«J&-BS (9) ©(baftfc©R£ 

*fc, -MS (13) <Dfc21S>*-»5£ (14) 

84, ccTMtittt, w«.»y>«, aa* 

B£©&»B, D-hJUX>aJU*>K, »B, 
B*BB«©ftBB, £g©B6B8*RfflTS 

A-tert-T h + f K» n -yf-^'JfOASW 

7/i/a y &aa£*iH^-cff*. &s©axttis 
a*o««o*o". watfavftfvaay^A* 

BaSfcK^hy ?AS©B39BBaa, JbE 

a ? > n y a a a t a a * * aa w * © s & * , 
y «?*£©?□ AB&cf^caa, esaib/ux- 

■JAS^MiTe*. ££©B(b»JfclU »»-B 

id4) ©(bfitoic»bTs«£*;i/a~*a 

*, ?t h>s®^h>asB 

ast«o~iooices, »^o<««o-7o 
icttiEofflKTic, fti-iomiasii^sui 
lT&*>na. w, ±BRfcRfc»*, fla-ttrwaa 



«G8B3 63-230687 (7) 

stifc^«j«, a»~ttsc (13) ©fc&fcc» 
s ~ 2 « * fi 8 « © *s h -e £ /a s n a © # j: t> . 

*5>U>9©SSRt&fc**B> 9*?/u**A 

»MJ 73K«®ffttBttSCMS-Cgft. R 
fStt, a»«0~1 50TJBB, ff*U<B2B 
~1 0 0UBR©BRTtC. «1 0#g|~5BtB3 
SKBKUTffftftttft. 

±BT?»5n*-»5S (14) ©fcfifcWU c 
nSBfcRfcSttacttCfct), 8rB©-«j£ - 
( 2d ) ©fc£8jlCB<9T-S* 0 C©BfcRJ5«, 

»»©#»/>#»£* ^-c^Braca: 
tf-es, »ic±E»fl:«i©frftTicitffiT*^» 
BBBTBa. 

y ?A£©a»mb£»©£Ffc-Fic$B*-ai:£: 
^78, #/>»3a2Sl4fcS'to©f>JJS(c jrtifcf, «t 

<R(SsC-6> 

i. < i 

*• a 7c ft« 

(2e) (2 f) 
(iS*R' , R 8 > f?' , Xs RtFA****** 
^SS©3. 4 -BBBBBecnU. ) 
-BS ( 2 e ) ©{ba&fc-BiS ( 1 2 ) ©(b 
d&fc©RS5tt, BERKS- 5CBi,fc-«sC 
(11) ©(b&«j£-Bi£ ( 1 2 ) ©fc£»fc© 

' RKtiBi»©*<tT(ci?)i-r«.c ttf-ca?*. 

N« ±ER(BK:a3^T, -BSC ( 2 e ) ©fc£ 
ftttXR 8 tf*BIBT©fc© (riA/tfVB) R 
tf/XttR' tf*BIS?©fe©«S^*aStt, 

a ^ # > a © * n, « * ?/ /i/ s © i 3. f (b s tf / 
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{ ) 



x«R« s<D7A/*;nttf*n-?nfgBt»cje£:a 

(2a) <Oit6«j©ia*»»gj5i:rattODftl*» 
*fc* -193 (2f ) <Dfcafc*-«ta (2e) 

©ibs^tcRSiT^Kjstt, as*s«*. ISM 

Ttt, Mitt*, > x^y-A/, -fv 

attK)0~1 0 0T)tt3S©SKRlf**Ett1 ~ 
1 OSEOEfcfcftTC, ttO . 5 — 3 RRI8K 



\ .} 

63-230687 (8) 
±B-»S (2 f ) ©fc&fcS-jfiS (2e> 

W1 2 Ot)©BK-FIC. »1 -2 O^jagJS^tt 

n>m*mt-iBLii. ( 2 f ) ©.fcaaeffi^aaa 
i* » Sfk&aocooR 1 ' s*cooHS«cRft 

T35*. 



<£JSSt- 7 > 



XiCH* 0 

II 
0 



(15) 



H* fi» R» CH a 

H^O (16) II 
=»- 0 



R» 



(17) 



HOOC 



I. 

(2g) 

© 3. 4 -ttJSSttiJEICIBH;. R» ttS8« 
75>***. ) 
-ttS (15) ©fc&«ji:-ftS ( 1 6) ©ft: 

■exttiisa-psiian*. swtuxtt, sis 
fcx?-i/v, ?>DQ)irA eg » ft; a* & on 



©X-xA/JH> x^y^-fl/, ^yr 

* f-A/. »»X^A/S©x^7 l A']H, J?**-** 

7fe I- VR,&Z «S»7?> 
(16) t.l/TU, W*tftryj?>, +/y>f 

itt, -«« (15) ©ft:&%ic»UTa»^4 

.©#a£Tfc3. Sfctt, -«JC«50~200 

x;ea^ »3Eu<tt«7o-i 50iceK©ia» 

fcftTIC, ttl ~1 ORBB*Sl/T}T*ton*. 
±ESl6HJ:t)»6n*-«5t (17) ©fcS 

*y->A§©*taffl«itft:^%cD^ 2 - FICv ^ 
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V, CCHKOSRTICtt 1-10 

»HeS«SUTfr*^»v C©/)0*##RlS«C 
<fct>* J5rS©-fisS (2 0) ©fc68J««i8TS 

a. 

fcOTMjasna-Bss (15) ofcs&tt, eg 

<Sf5S-8> 



Xi CHa COXt 
R 3 (19) Xtt 



(Xi CHe CO) t 0 * 

A. 

(18) 



0 A. 

(15) 

(5£4>R' , R 3 , Xi , X* StfXlfl/^^^y 



fiBlBff 63-230687 (9) 
^&«©3. ) 
-IRS (18) Ofcftftfc, — «SC (19)© 
fcftftXtt-tt« (20) ©fc£1&i©KGtt, 
-fic 7 y -7*4/^77 y sis i»tfnst>©? 

5S8©fc©*^*nfcffi/8?tf3. t'out'u 

a» fiesta, fflfca, JSftffl. =^(b*o«s 
/i/-r^H©ffifflaBaafitsrs, a»u-«a 

(18) <0ft&ftC8UTfi2~6«t^I, » 
3E.b<tt»3~4«€A/«B«i:r*©*5»aT 
SS. -«S$ (19) ©fc&toXtt-fiit (20) 



©(t^^©ffifflltt, -JKiC (18) ©(b&HjK 

£fcTESJ5iS-9&tf- 1 OK^y^ritic «fco 
<RfSi£-9> 



R 3 
N^0 



H 

( 1 a) 



R 1a Xi 
(7) 



R* 



R a 

I 



R la 

(1 b) 



(IS*R 3 , R 3 , R 1a , Xi RUbb****) 

A/©(8©3, 4-telS£ttl»Btcimi;. ) 
-hEKfSiS-gcifvJJjfcCtt^-tta ( 1 a j 



©fc2& t-fiss ( 7 ) ©fca&tofijstt, ffi) 

ESJ5S-4C^bfc-»SC (6) ©fc&at- 
ttss ( 7 ) ©(taafc©5£fcj3i»icLT£flg r 

<5tess-i 0> 



IS** R 4 - 

> ' 



i iS 7C 

R« R . 
(ic) (1d) 

(S^R' , R 8 &VR 3 ttWECIBli;. ) 

±ERJ6fC- 1 otc^r Attica 5 -«sc 
( 1 c ) ©fcd&©fig*S£«u> 9S«|j|it) t 
BfcHSffiffiUTfT&tona. ffl^5n*«fls»i 

tUttt', W2.«2. 3-??OQ-5, 6-2? 
f 7 J*yV*J y. fiay-A, (2. 3. 5. 
6-fh7?QO^Vy4:y>) B©"0'y*y 
>S» N-7Qf3/\?B^5K, N-?DDa 
/\2B-f5h\ fitSCAoyvM, ZBfcfe 



( 1 o ©fc&fccauT 

fiftL/Ttt, HAtf f h 7 t K D 7 

©X-t^I/JR, ^>t*>, h4/X>v ^l/V, 
>3©£»««fc*J&JSU i??aa**>, 
5>4>aax*>, ^aa^^/A, EUSfcigjltS© 

-7l/£©7;uri-A/JB, #B£ 
75 KSO*7a h>ttffittS»iaS«IHS-p& 



Wm 63-230687 (10) 

ttSffl~2 OO^SSCTfrfcttn, -ate 1 ~ 

4 0BHSBTSM7*. 

-«5t (Id) ©ft£?!J©37cKJ5tt, 

5 ft © J8 J» 5S7C "F K 2146 * 5 C i t? $ 5 B 

5>**t>">, f^7tKQ77>, /\ 

»E~2 0ko/co * SR. #*U<tt»E~l 0 

Ttt, 3IJ*flO~1 50TJ81I, ff$U<«ls 
~ 1 0 0TJ8K£JSfll*-a©#M* l^. 



, Jb E * S f& 2 (C « 3" 73 K C «fc 9 * 8 W © - j» 3 

( i ) r-at)?n*A/b*^^y ^ssisflftas 

7^fAa©58!Htt4tt))f4. 
(RfSSC- 1 1 > 




Me) (1f) 



(it*R 8 &VR 3 ttffiiEicrau. ) 
sic, ( i ) T-afc<5n**8flft;&«j 
*©*rTSR 9 3©«!5Hcjsi;t, WTICtr 

t s a 7? m c j: o x t> h a t a c t # ? a? * . 

-ttS ( 1 ) ©ttsSl?!)*, R 3 tf*SIT'$« 



fc&«9«, SfrHEISjS- 6 (C^-j&iC (2e) 
©fc£&£-«2C (1 2 ) ©ft&atOSJ6«t:P 
»©5JSCJ:oT, R 3 tf&&7 Asa 

-MS (1 ) ©fcS&tK R 3 »*&Wi7ba* 

^STig*fts^fct, »ESJ5a- 6ic^-r-» 

a ( 2 f ) ©fc&«j*-j83S ( 2 e ) ©ft&Bjlc 
j9<a>cRf5i:JSIflt©Rj5k:^ o T, R 3 tfftK 

( 1 ) -©AsSUS*;- R'*7?y|T-» 
SfbS&tts CniC;g£&75>7Ht»l£gf5Str 
SiliCilT, R 3 tf!ffi«7^J!jy-f A/7^y 

C©7i/^ftfil5lC»t>T. 7'>;Ufc9ltUT 
WU «UtfR8t3©{S«7A/a>K, &*»Hg 
OI«7^»>Mil*U, 7fc^A/? D^-r Ft? 

T-£*„ 7 ^A'ft;ff),i:UTffifi7A'J3 
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Xttffiffi7A>*>K/\ny>fcflj*f£J8:rs®&* 
± B 7 J> E PS tt S fi 14 fc 6 HJ <D ?* ft T IC 31 «§ 

vol. &&n'*)ouwo)7h>nv&.&Ruzm 

7JUt> ll&B©*Kff;1lK KBIS, £ft68fi£l* 
tr';i?>> e^y 5?>n©3?Si3S7 5>fc£«jS 

rJK $?**U->S©X-xA'gU "v>1?>. h 

My, *s/u>Wfl!>»Stfsftfl:*««v 

fiCBft5-10fitfl'iJB^ft«))!f<fc^. *fc 

tt*)0~8 OT5BS-e!f *3©tf<fc^. *fc, 7 
5/ JU fc 91 £ l> T fi 8 7 /I/ * > B A * «J X tt ffi « 7 

-»a d > ©itaia*, R a #isiR7;u*/u 
«a ( i ) ©fc£«jc* -«st 

R 3 s 

>N-C- Xt (21) 

R" 

(5S4>R° RtfR* ttffi®7/HF/l/g*;K*. 

flatted, mmutv, a»tS)i5o~25ox!e 

»*U<tt«20O~2 SCCgRICJWlllftT 

ffi, C©7Jl£tt, CnsffirEEfSSC- 6»C75■$■ 
-fl2J£ (2e) ©fcSfticajgyactcj: ?T, 
|S)8C0T, -fflSC ( 2 e > ©fc&&©*K** 



ftBflBS 63-230687 (11) 

TK8, fiK^©ffl8l» D - h^/l>7A/^>|8» 
^>tf >a^/*>M\ X* >;tA/*>-K§©;ut> 
*V»35l*SJOL/» »*U<tt«50~1 2 0*0 

-«sc ( 1 ) ©fk^«jtf , r 8 *5{tt«7A/X»y 

•f«/7 5>'ST8SfcS«ltt, »E5JSiS-2© 
W T » 3* 0 fc X ^ t -0/ © M * R S IS i: I5I © JW 
*»WSt5lCJ:oT, R 3 #7 5 ./ ST-fcSfcS 

-fiS ( 1 ) ©fb6&*. R 3 #75/ST35 

*fc£«jtt> *fc\ KR 3 #- h a»-e»*fl:^ 

Kl«a7cgJS$tt*<I tic J: 0 , $SICHS7» 
*0fH*WlCtt, SBJKV-*\ ffiKSff:*!?© 

<sa7A/4=^?-*sic^j»y*i:i: ; &-par*. 
( 2 1) ©fc&tti©RlStt» a£&s»<*>» ffi 
n*s»aaasttfc&ib t UT«,-ttES(sa 

-5©-«5? (8) ©fcSfct-ftsS (9) ©fb 

^ 8i t © s 15 t m th b it 6 © * ^ * n t> r js t- s 
a. -JR5S (21) ©<b^«j©efflfi«, 

SJK«a»«0~1 00X3SR, »SL<tt«0 
~-7 OT!ttiS©SRTIC» rtl~7BtBgg£g 

*RW©-«a ( i ) Tgt>en$a/u>n:x?- 
* w c a $ n * is ft DDia t r a c t # x- « * . 
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-A'B, i; > JB, B5B> *x>fi, SSSB8 
2"7A, ttSth'J^, fcfifcjltay -7AS£ 

hy -7Z>. «»»*J'CA, #y *4=J/I?U> 

y<7A, *r 7u >8ty ^y try h\ f>r>, 
?t»tf©8iiift, ^f?y>, un*** 

*«SAD8l3©ia««l$!lft, 3*4«7> ; E- 
CAffli. 7«>y A/RM^- h y OASCKlRISJi 

a, ^yty>, T>7>3©«aau r>r>, 

BSF©«t»k »W^A/^, ^f7'J>Bfl, * 
/K'J X*U>^y 3-A/SCDfflWSIS* 
ffifflT-j*a. <*6CSr»iJtt&BicjSi;S»©ft£ 

w^tfissst, tf7f>aaR, 

r>7>, »/>;tffl, Kfclfii&fflK a*y 



ftGBB863-230G87 (12) 

*«ftfc2a>&tf*©fflwu a»-««&B£ 
isaa, ttaft, m«m, a® 

Sttft, »&?$9©#&J?!l35&iM;t5SJ&ft£ffi(,> 

tas^ns. cosissiait uxtt^ac^a 
tf»«a»icj5i;Tj8jRTs, ^©ftawfcfc© 
turttsj, abl »«, »jw* abb* aau 
b.b*k ^rtA/siv &«ft <»sk sa 
sib) mttmf sn*. Rsso^«c«jg^$ic 
»ut«, n«ct uTW^tfaa, eta, aft* 

h y £A, 7K9B, BB, f>7V, fcfiafl/ 
S"?A» Xj*y>. »fflfeA/Q-^ % -!r-fB9© 

77, 7KOBS, x>7>K, t*7^>l3B, 

feA/a-^, y >■.*!/ 9 a* 4?yt-A/tray 

•KVBOB4B, tejSxVT-V, 7A/*>M7-h 
>b*> l?7?->, y -A/BOttftft. 75 

tfjKyx^U>if y 3-A/, J&Atfffi, Sft87A/ 
a-A>, JStt7A/3-A/CDX^rA/JB, tf7^-y % 
#6*7 V t7-/ F5*ffifflT-$*. A7tA/JW 
tt ffi V> S » # IJ! £ & Xtt * © JB £ ± ffi 

T? 0! * 0 fc £ a <0 fl ft t a £ o t » M if 5 > » 

■•tt««-i:-l/Ta»Jh*Bd. iSfts ftftava 

asy«»Bsn, />* o mi s it sjbt 

0<> Cn6©®«(C«»?-$tCfiRUTtt, i&b 

at oxwa.«r i?-A/7A/a-A/, ??a:* 

r 7y A/7A/3-A/, #y **3/flw V^r7y 
A/7A/3-/U, /-jcy #*J/x^l/;/yA/e£ >B8 
W»X^^fl/B9*ffifflT-S*. C(OBS 
B5Stt©f3B£»B?£tCjfE#fcfi©gB> ?>• 



i ; 

•7©35$^«?y ty >£EB»»l4UC3fc1tb 

eai, sel Attn, u<%M®x>tii<Dm 
as, « b ainffl * k. ate u » t t> * t> . 

cassw^na*?, s»ii»»aict»ici~7 0 

SS96**?*O<tt1~30MS%£-J-$©#J: 
±KI8$!aSJ©fi575&tt!flCiWlBtf fc< , * 

7 5 / k wo a * © »a t a £ u t p irm a 4 s 

0IB7^*5"7AT&j»O/!:. 8»*B£U 

x » 6 n/taffi* 5/ y n v ru n 5 a ? a i- ^ 5 

7 < -CTlf »UT» 7 0 OOP© 6 -X h * Vn 

y A/*»/t. 

NMR (C0Ce» ) a : 
1. 41 (3H. t. J-7. 12H2) 
1. 98 (4H. m) , 3. 62 (4H. m) 
4. 4 (2H, Q, J-7. 1 2Hz) 

6. 53 ( 1 H. s ) 

7. 09 (1H. d, J-8. 42H2) 

7. 85 < 1 H. dd, J-8. 42HZ) 

8. 11 (,1H, d), 9. 7 (1H. brs) 
£3(82 

6-Ih*5'aA>>K-A>-3, 4-';tKDJ) 
to 2 0 0<D9 a anin/L 3 50mOS?S 



\) 

«B3Ba 63-230687 (13) 

±Bg»KM©a5Stt, »«, «#©*», 
ttJ5«J*©te©&tt, &@©S8$IC«|: 9333 ft 

*©S©tt# 1 Biofltfil koSOttO. 0 1 ~ 
1 OngBKfc-r*©** <fc^o 

* <c*rjai«#*o. 1 -2 o o>gs*tt t©$© 
1 J6 <«■ 

2 - ( 1 - tray e?-^/> - n - ( 2-**/^ 

A/-4-I^*^»A/iK-A/7i-A/) 7t>? 
K5 Q©»*li« /-n/2 0 0n8S»IC, th'J 
-7 A 4 2 0BgRTyj8*i^y-^/2 0Bl*OaS 

ofc* hy •7Axh*5>K*lnia.fc, iHia/mja 

a*5. 2 m8©? P Q*A/A 5 0 n8 f3 » £ ifi * fC 

HIT, 2. 6a<08-7nt-6-lhtJ'Jli 
A/*-A/-3. 4 -2?fc KaAfl/#^f'M«» 

NMR(CDCCa)«: 
1.35 (3H, t, J-7. 1 HZ) 

2. 64-2. 7 1 ( 2H. m) 

3. 0 2-3. 69 < 2H. m ) 

4. 36 ( 2H. q, J-7. 1Hz) 

7. 92 (1H, d. J - 1 . 8 H z ) 
8. 10 ( 1 H , brs) 

8. 11 (1H. d. J-1. 8Hz) 
#%W3 

*ttft;7- h y -7 A 1 . 3 Q£*2 0iBJftt/** 
/-A/2 0»lCS»U> ilfV(C8-7Qt-6- 
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i ) 

*W2. Ogjjoa, 5 0-60*C«CT3 0» 

-A/*t>f?$SflOT> 1 . 1008-70? 

NMR (DMSO-d e ) <5 : 
2 . 4 6- 2. 7 0 ( 2 H . m ) 

2. 8 5-3. 20 ( 2H. m) 

7. 88 (1H. d. J - 1 . 5 H z ) 
7. 91 (1H, d. J - 1 . 5Hz) 
9 . 4 0( 1 H. brs) 
±83#5SW3 tm&tc IT, aSfcffiBISm* 

o6-Z)^/* 4=^-3 - (1-tfQ VP-JU) » 

12. 1 (1H. brs) 
o 6t»^**2/-3- ( 1 ^tra y 

A/) * /u # >t y ;u 
NMR (DMSO-d, ) a : 

1. 95 (4H. brs) 

3. 31 (4H. brs) 

4. 2 5 ( 2 H. s ) 

7. 45 (1H, d. j-8. 6 Hz) 

8. 1 0 ( 1 H. dd. J-8. 6Hz. 

1.8 Hz) 

8. 28 (1H. d. J - 1 . 8Hz) 

8. 4 0 ( 1 H. s ) 

12.48 ( 1 H. brs) 
o 1 - (2-7i*^) - 6 - )ikK*V-3 . 

4-^e kp J5 A/*^?-y ;i/ 
NMR ( 0MS0-d 6 ) d : 

4. 65-4. 72 (2H. m) 

4. 66-5. 01 ( 4 H. m) 



{ i 

BUflBg 63-230687 (14) 
NMR (DMSO-d, ) 3 : 
1 . 63 ( 4 H. m),3.46(4H.m) 
6 . 6 4 7 ( 1 H . s ) 
7. 16(1 H. d, j-8. 6Hz) 

7. 72 (1H. d , J-8. 6HZ) 

8. 00 ( 1 H. s ) 
11. 60 (1 H, brs) 

o 6-l3frft1r*/-3- (4 -yj-ju- 1 - e"/^ 
NMR (DMS0-d 8 ) d : 



2 . 


2 9 


( 3 H. 


s ) 






2 . 


5 7 


( 4 H. 


brs) 






3 . 


2 3 


( 4 H. 


brs) 






7 . 


2 5 


( 1 H. 


s ) 






7 . 


3 0 


( 1 H, 


d. J- 


8. 


6H z ) 


7. 


8 5 


( 1 H, 


dd. J 


-8 


. 6Hz. 






1 . 7Hz) 






8 . 


1 8 


( 1 H. 


d. J- 


1 . 


7Hz ) 


4 . 


2 2 


(2H. 


t . J - 


7. 


4 H z ) 


7 . 


1 0 


( 1 H. 


d. J - 


8 . 


6Hz) 


7 . 


2 6 


( 5H, 


m) 






7 . 


9 4 


( 1 H. 


d. J - 


1 . 


8 H z ) 


8. 


0 3 


( 1 H. 


d d . J 


- 1 


. 8Hz. 



8. 6Hz ) 

° 1 --f V70 f A/ — 6 — t) %V - 3 . 4- 

NMR (CDC8 3 ) 3 : 

1 . 5 5 ( 6 H . d , J - 7. OH z ) 

2. 58-2. 65 (2H. m) 

2. 88-2. 93 (2H. m) 

4 . 7 2 ( 1 H. septet. J - 7 . 0 H z ) 

7. 20 (1H. d. J-8. 6Hz) 
7 . 9 2 ( 1 H. s > 

8. 00 ( 1 H. d. J-8. 6Hz ) 

NMR (DMS0-d e -CDCfl 3 ) d : 
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5. 5 7 ( 2 H. s ) 

6. 8 2 ( 1 H. d. J - 9. 5H 2 ) 

7. 2 2- 7. 3 5 ( 6H. m) 

7. 80(1 H. d. J-9. 5Hz> 

8. 07 (1H. d. J - 9 H z ) 
8. 29 (1H. s) 

o 1 - ^>2?A/- 6- fiji/ft**/- 7 -> 

-3. 4-?tHDAfl/*^?-yA, 
KfS 1 5 4-1 58T! 

o 1 -""OJJA/- 6- aA-**?/- 
-3. 4-?tKo»fl/*7?-'j/l/ 
1 4 0-1 4 1 . 5X5 

o1-^>?A/-6-»A'>ii*J'-7-n-7a 
/1«*S/r-3. 4 -*? t h'a *A/#a?-y A/ 
155-156. 5TC 
ttlK J&feltttS (**y-A/-#J:V>l?l«JI> 

o 6 A/* * - 7 - ^ h 4=5/ - 1 - > f-JV - 

3. 4 — J? fc h'ajj/m^f 'J * 
3ftj§ 2 0 2. 5-206. 5*C 

0 6 - 7 7-A/? 1 ;*-- 3 . 4-2? 
Bfcjg 3 0 0-3 0 713 

^/-A/JrOBteS) 

##W4 

2- (4-*^A/-1 -CT^T^-A/) - N - 
( 2-*/l/^/l/-4-Ih*~>fl/Utf-.fl'7 i- 
AO 7«'9 4K5. 4 7 0«tert-7^y-^/ 

1 0 Onfl^tCSIK cn<c»U C?/»tert-Th 
*fK2. lg«»^., 7 0*CCT 1 B*fS/ltl&IB 
#bfc. ft(Ctert-7*y-A/€8E@*>. 



5 } 

mm63-230G87 (16) 

St»§ 2 4 6-2 4 9t) (##) 
o6-/)***}'-7-n-7P#tf-3, 4 
I*£ 2 4 2-2 4 6"C <#IS?) 

PPHSfl) 

o 6-a A//**}'- 7 f A/ - 3 . 4-?'ck" 

a/>A/#>tf-';A' 
B4£ 300T5«±(»») 

o6-aWtf-7-^QP-3. 4-i?tK 

antorizf-y A/ 
BAM 310U«±<#») 

JSb, ? na/fcA/AS-BicL/fc. 5>x?-A/X-t 
A/ICTtSSfcSttT. 3. 0 0O6-X h4=i//J 
;U*-A/-3 - (4 ^A/- 1 -f^5i>-;i') 
/jAz/KX^y A/£l?fc. 
NMR (CDCtj ) fl : 

1. 42 (3H. t. J-7. 1Hz) 

2. 40I3H. s), 2. 70 (4H, m) 

3. 3 5 ( 4 H. m> 

4. 40 (2H, q. J-7. 1HZ) 

7. 28 ( 1 H. d. J = 8. 5HZ) 

8. 01 (1H. dd. J - 1 . 8 H z . 

8. 5 H z ) 
8 . 2 3 ( 1 H . d . J - 1 . 8 H Z ) 
11. 07 (1H, brs) 

o 6-x h4=J'»A/4«-A/- 3 - ( 1 -troy 5? 
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NMR ( C0C8 3 ) a : 
1. 4243 (3H. t . J-7. 12Hz) 
1. 67 (4H. m) „ 2. 71 (4H. m ) 

3. 7 5 ( 2 H. s > 

4. 41 (2H. q. J-7. 12HZ) 

7. 38 ( 1 H. d. J-8. 55Hz) 
7 . 9 8 ( 1 H. s > 

8. 13 (1H. dd. J - 1 . 84Hz. 

8 . 5 5 H z ) 
8. 32 ( 1 H. d. J-1. 84Hz) 
■11. 60 (1H. brs) 

6 -x h **stitoft=.hf- 3 . 4-?tKQ» 
A//K7f'JJl/5 0. *Bft;/) 'J A4 . 50&tf 
3 - T a ^ x ^A"S y tf y<o V X 1-h * JU* * V 
£fflCT8B*0IJU*Ufc. *<D 

o1--rV7ntffl/-6-It«tJ'»M-JI;- 

3. 4 — 2? fc KQ/)il"1»^f Ufl/ 
NMR ( C D C e a ) 5 : 

1. 3 9 ( 3 H, t J-7. 1Hz) 
1.53 (6H. d. J-7. OHZ) 

2. 54-2. 62 (2 H. m) 
2. 84-2. 91 (2H. m) 

4". 3 7 '( 2 H . q . J - 7 . 1 H z ) 
4 . 7 0 ( 1 H. septet. J - 7 . OH z ) 
7. 16 (1H. d. J-8. 5 H z ) 
7. 65 (1H. d. J-2. 1 H z ) 
7. 81 (1H. dd. J-2. 1 H z . 
8 . 5 H z ) 

o i -f\y*?ju- 6 - n n/#* y- 7 - e Fa* 
^-3. 4 -2? t K a jb ;u 4; ^- ij ^ 
2 1 2-2 1 6T5 (##) 



»B3BaB3-230G87(16) 

x & 5 nfcsa? 2/ y a 5 A 2 a v h ar? 

7-c- (SfflS : 2??ao* *>) 

6. 00O1- (2-7i?^)-6-lht 

* 3. 4-?eKQ»**7fy* 

«19fc. 

NMR (C0C«, ) 3 : 

1. 40 (3H, t. J-7. 1Hz) 

2. 61-2. 65 (2H. m) 

2. 65-2. 9 8 ( 4H. m) 

4. 20 (2Hi t. J-8. 0Hz) 
4. 3 8 ( 2 H . q. J-7. 1Hz) 
7. 06 CI H. d. J-8. 6 H z ) 
7. 21-7. 3 4 (5H. m) 
7. 66 (1H. d, J-2. OHZ) 
7.95MH. dd.J-8. 6HZ. 
2. OHZ) 

gtSA) 

o1->?*-6-^KfSA*^A/-7-)< 
h*S>-3. 4 -2? t KO **4t;*y-y n, 
154.5-156. 5t 

itw se&tta (^^y-^j:t)i9»sffl) 

o 6- fifr**y- 7 t~*y- 1 - x^A'- 

3. 4-^tKQAA/iK^^yA/ 
Mj§ 202. 5-206. 513 

U A/1 5 0<D2?;X ?il/*JI/A7* K 1 5 OnaSSBE 

crba'j-j^i 9o*fta^., *»t, cmca 

fc7UA/1 2n8©5'^^W//r»A//x75 K2 0b83 
a^fpIRO, ^-A/^iDBJSaUT, 



12. 9 00 5 -7'J A/***^. 
a a A/ #2 If fc. 

»j5 140-14815 
tttt ' 

5-7UA/*4:}>-3. 4-?tKo»)H7 
^■JA/I 7 0<D?*?-A/*A/A7^ F7 OmJSft 

RlSE&«J**ftU, aSK5 0inlRCf*1 8 (0 

IftKv ^5»y-A/J:l3SISfflUT, 11. 10© 
5-t KQ + f-6-7^-3. 4-9CKD 

Bi£ 1 08-1 1 6D . 

n&A//R>lf-yA/4. 1fl<D9)(fM/l/i.7§ 

1 5 4-1 5813 
£3W9 

5-Xh*J'-6-7';jl/-3. 4-?tKD 
ft**29-y«/3. 3 0©5 , *^A/>IA/**1'K 
30«fl3jKK:, SST» *U 0Atert-7h*^ 
F2. 6g$H^. 50T5CT3 0#HR»bfc. 

ft. *rfflfl**Kl/,'**«» **y-A/J:DW 
BSUT, 2. 8 0©5-* h*5/-6- (1- 

1 9 9 - 2 0 7 "C 

«t« sneKK-tta 

o5-n-7ajtf*J>-6- (1-ra^-A/) 
-3. 4-i?eKDAA/i|t^?-yA/ . 



' «BRBB 63-230687 (17) 
ST87IS, IBSfilCTS 0#IHK1*1/, 2«C2 

5 0B»ft>icaff^*> »mufcisa*iPRUfc. 

cns**tt, > */-A/-*J:9»l$ai/T\ 
3. 6 0<05-> h*f-6-7U A/-3. 4- 
i? t K n JU A/tf 2 ^ V A/£ »fc . 
Big 1 7 0-1 7 2D 

o5-n-7o,i?tJ/-6-7y*-3. 4-9 
lA 131*132t 

tttt «feft«a (jt^y-A/-***)iiea) 

o 1 -^>*?A/- 6-» A/tf*^- 7 - * h *V 

-3. 4-?eF'D***xfy* 

AS 1 55-1 5913 

tttt 8»SBfr«a(>f/-*J:t)Befl) 
10 

5-* h**- 6- (1-7D^-A>) -3, 
4 - 2? t F □ A/tf 2 * U A/ 1 . 0 0 <D 7 * h > 

2 0 0«o»»acaK*jR:>-M/oM>. 8 o* 
4. 1 o*/n^., raia*cTi Biawff ic 

2B«CT3B*BIWl*Ufc. RJ6E^»IC^fl©^ 

?y-A/*ja^, 3BM©av>a>Bay>A* 

«ET«C«Jj£MU:iilfflO, ^S«J*JF« 

cxn,.i snawftufc, ?i»$t7-fhcT 
ipsa, jp«*afflKCT»tttu, «faatfc^ 
asjpttb* *yA/»5Zx^D7 ^77 ■< 
- (SttlJR ; ?po$ji/A : * »»- 
7.0:10:1-50:10:1) CT»W», 
*;^f-A/*fl/i l 7§K-*J:!9»6aUt, 
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1 I 

0. 17g©5-^h**/-6-AA/**i/-3, 
263-265T) 

«5-n-7n)K4:j/-6-JlA/« + i'-3, 4 

Bll/5 2 5 8-2 63*0 (##) 
tt« m&ttWB, <X * 9 i?*Sa> 

1 

6- ? D Q 7te?-/l/- 7 - t KP + J'- 3 . 4 

> 3 5 0 nfl* 8 0 - 9 0 TJ C T 1 BBS JOSH** 0 
fc, ffifflS, *rffll/fc*Sa*iP!RO* 
C Tfc» Ote . » 5 nt 6 - y & 7 fe^ 
JI/-7-tKP*f-3, 4-?tKD»fl/«7 

' 4 - J? t K a » ^ ^ y 
BlS 19 1. 5-193. 0T3 

o 6 - ^ h*?/ Afrtf-A/- 1 - n-7ax**/ 

-3. 4^?tKai*«7f'JA/ 
a£ 166. 5-1 68. OTJ 

o 6-^A/**^- 7 -x h4=^-3. 4-i>fc 
KDJDA/tfja^y/i/ 

BjS 2 4 6-2 4 9"C 

tt« (>2y-;i/-*J:t>j?fca> 

o6-Jil/it! + J/-7-n-7.0*t}'-3, 4 

tt&. 2 4 2-2 4 6T) (»)»> 

#2fH13 



f ) 

^0863-230687(18) 

5 OOi«aSS*tCAn > 8 0-9 OTJICT 1 B$|g 

tt£*frJau, rtftSK KSUt, 30. 40© 

6 -Jin/M**/- 7 - e j»-n**/- 3 ( 4-j?t 

K □ /J M^? y 
##W12 

-3. 4-?tb-at)}\,#z?.tj n, 
HjS 1 4 0-1 4 1 . 5*C 

at* asetma /-^-*j:yi}eis) 

15 5-156. 5TJ 

tttt aseittta (>^^-A/-*j:t)ifisa) 

"o 6 h * fa :=.;!,- 7-Xh + */-3, 

2 0u8jaSB£K» ftftT, 2-i>aa7ir^A/^ 

MSICT4 0#BS|j!J*U, JJt^T-6 51CK:T2 0 
frSHfffc, iltffc&l,, 7-X^;u-3. 4- 
3? t KaXj^/^^^yn/2 . Oo*lOA v saic 

?^K-^^-Wt)BBaLT 1 2. 20® 
6,r.(a->no7t^') - T-^-s, 
4 -ft b'OJjJUXZf-ij frzfttc. 
8£ 2 O 1 - 2 03"C 

tttt *&tH*a 

° 6 - (a-fQP7t^) - 7- ^na-3, 

4-? t pajui/mzf-y /u 

Mfi 2 0 7-2 1 4TJ <#B) 
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g%IHl4 

6-x h*5/aA//-n-.n/-7-t:Kd*5>-3. 
4 - J? t K a * JU# 2 f- f ^ JU 1 4 g <D 5? X 9JU* 
JI/A75 K 2 0 OmasaSStlC, *H»TC*fcft::*- 
M.J?A2. 8 0*10*. » 2St208®Rfi ^ ^^ 

fcvx-4 ccctao^iaK^i/fc. diesis* 
11. 7 g itaft. rasnx- 1 bsis, iscSigr 

2 BS8a&4H#Ufc. £ IC ?? X 9 JU 9* 

AJI/At-fJU'a l Jh'4 0 1 &I3 

OfcSS&SJrlRL/, JkftBK »Bfl.*tt1 0%* 

Kit* h y «>^*sai6 o omciwa.> iscx 

2 y -A/- ? a a*fl/ACTHtSa OX » 9. 6 

* $ >2Jl/*>B 2 0 g RV Efcft 'J > 2 a © 
SiS^IC, 8-7nt-6-»^*1 : J'-3. 4 
-9t:K 0***29-1,; JU1. lg&V3. 4- 

?7^ytry?>o. 4 9 azmxtz. m&izx 

2RHS»», 50-60XJCT1 RH, ft.^T 

i ooic«cT2fcia*n? ; n»mBmufc. 

th'j 9A*SKk:tss7JU* ytttu, «fttju 

yji/*5A^avh^77-r - (StBSif^a 
□ JU- 10: 1) CTI8WK> 

i^y-JU-SfflKCTfiMfitUfc, JK^Ti_ 
5»y-JU-*<kOB«SUT, o. 8g©8-7 
at-6- (1H--f5^y (4, 5-c)-tr 
U.9>- 2 -«{ JU) - 3 . 4-3?t K a* JU# 2 
f-'J Jl/ • fiKffl ♦ 1 *fiHb€&fc. 
KjS 300T5Ri: 



mm 63-230687(19)' 
a/U/tt-rf'JU* 4^-3, 4 -2? t 

9yjus»fc. 

SUA 219-220T) 
#3W1 5 

6-> h4=5/*JU*-JU- 7-2?>9JU9*)S 

n/rt^j nr**i/-3 . 4-^th*a»JU*^9 
yjU9. 6g«, 3*»lfflgTIC, 2 2 0- 
2 3 OTXCT 2B?f8ttmOfc. JttJftft, SSEd 

tsenfcaas^y *yju*^A^av h^^7 
-r- (SttJS :**/-JU:5>?aax*>-i : 
1 0 0 KtCTtSBm* ;< 2./-JU-2>aa*;i/A 
*"9ff^aUT, 0. 5g«)6-J(h**>Jl/l/# 
^JU- 7 ->9JU9#- 3 . 4^?eKQ*JU# 

^f-y ju*»fc. 

Bt£ 212~216*C 

NMR (DMSO-d, ) 3 : 

2. 51-2. 65 ( 2H. m) 

3. 00-3. 20 ( 2H, m) 

8. 08 (1H. d , J = 6. 48HZ) 
8.16 (1H. s) > 8. 38 ( 1 H. s) 

8. 5 2 ( 1 H. d .. J - 6. 4 8 H z > 

9. 34 (1H. s) , 9. 56 (1H. S> 

KQ J5JU* 2 f-yJUO. 3gRCf3. 4-97§ 

j tr y 9 > o . 1 6 g * * EHfc y > - x * > * 
Ji/*>R ( 1 : 1 0 ) a ft 1b. 7 g*<ctt*« 

i oo "ccx 2Rpam*ufc. K(5isft«j*** 

Cf6a«^K**t h y 9/x*SSSC J: OS 7 JU* 
Ufc. ->'J Jjyfl/JJ5Ai'nv^77-f - (S 
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HJJS : .x *y-/u : ?aa*>n/L- 1 : 2 0~ i : 

15> cra-sia, ^^y-Az-aissicTfija 

O. 29 0O.7->h4=»/-6- (ih-^5 ? 
V(4. 5-c) -try *7>_2-y^) -3, 
4-9tKa**«;i?i/j|/ *flBfi . lama 

M£ 240-263T5 (##) 

NMR (OMSO-de ) 5 : 
2. 4 7- 2. 5 7 ( 2 H. m) 
2. 89-2. 9 9 < 2 H . m) 
4. 02 (3 H. s) % 6. 79 (1H. s) 
8. 1,1 (1 H » d. J- 6. OHz) 
8 . 17 ( 1 H . s ) 
8. 51 (1H, d. j-6. OHZ) 
9.25 ( 1 H . s" ) 
10. 40 (1H, 8) 



✓ 

i ) 

ftlSIBS 63-230687 (20) 

3fM053~4 1 
fc. 



» 1 a 

I 



w 


1 «• 


R* 


R a 


3.4-ft 1 


3 


H 


N 
H 


H 


- £ 


4 


H 


3 < N ^Y 

H 


-H 


- a 


5 


CHs 


H 


H 


- a 


6 


H 


6 < N DTi) 

N -"7*1 
H 


8-C8 


- s 


7 


H 


— 


H 

1 


- a 



0! 


R' 


R* 


R» 


3.4-fc 

ts a 


8 


• C« Hs 


H 


H 


- a 


9 


CH (CH 8 ) t 


H 


H 


- a 


10 


CHe CH-CHe 


"CO, 

H 


H 


- a 


1 1 




H 


H 


- a 


12 


-(CH 2 > S ^Q 


6 ^ n ^Cn 

H 


H 


- a 


13 


-CHa -Q 


H 


H 


= a 
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n 



w 


R' 




R a 


3,4-a 

IS a 


14 


H 


H 


3-0 


- £ 


15 


H 


H 


3-N~N-CHs 




16 


H 


H 


3-CH2 O 




17 


H 


N 
H 


8-NO* 


r- £ 


1 8 


H 


H 


8-NH 2 


- £ 


19 


H 


H 


8-NHC-CHs 
1 

0 


- £ 



WlTO 63-230687 (21) 



W 


R' 




R 8 


3,4-ft 


20 


H 


H 


8-OCHa 


- a 


21 


H 


H 


5-OCHa 


- £ 


22 


H 


H 


5-0 
(CHa ) * 

CHa 


- a 


23 


H 


H 


7-OC2 Ha 


- £ 


' 24 


H 


H 


7-0 
(CH2 > 2 

CHa 


- £ 


25 


H 


H 


7-OH 


- a 



£8S 
R 


R' 


R 2 j 




3,4-& 




5" 


R« 


R 9 


R' 


3.4-fc 


26 


H 


H 


7-ce 


- £ 




32 


H 


H 


H 


- £ 


27 


H 


H 


7-CH» 


-• £ 




33 


H 


H 


H 


- £ 


28 


H 


H 


3-CHa 


- £ 




34 


H 




H 


- £ 


29 


H 


H 


4-CHa 


- £ 




35 


H 


H 


H 


- £ 


30 


H 


H 


8-CHa 


- £ 




36 


H 


^N^*^0CHa 
H 


H 


- a 


31 


H 


H 


H 


- £ 




37 


H 


H 


H : 


- £ 
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i » 



m 
a 


R» 


R 2 


R a 


3.4-fc 


38 


H 


H 


H 


- £ 


39 


H 


H 


7-OCHb 


- m 


40 


H 


H 


7-SCH. 


- a 


41 


H 


«<xr NH ' 

H 


H 


- a 



■jr 


mm 


& &, m 
( bibbs*) 


(nnIr" ) 


13 


38 at.,.. 


(X*y-A/-#) 


300«± 
("7 ) 


14 


» at 


(X^y-A/-*) 


30OGLt 
("8 ) 


1 5 


3 HCC ♦ 
3 Hi 0 


(x*y-A/-*) 


300«± 
(-9 ) 


1 6 


2 HCC ♦ 
5/2 Ha 0 




300R± 
(-10) 


1 7 


m at 


(X*y-A/-;Jc) 


300«± 
(■11) 


18- 


»• « 


(X*y-A>-;>K) 


30O«± 
CIZ) 


•1 9, 


s at 


(x^y-A—*) 


284-286 
(# ») 


20 


38 at 


(x^/wi/-*) 


262-269 

<# m) 


21 


HCC* 
Hz 0 


(x^y-A/-*) 


250«± 
(»») <»13) 


,22 


HCC • 
1/2 Ha' D 


d^y-A'-*) 



270«± 
(#»> (*14) 



#8!B3 63-230687 (22) 
$ 2 ft 



w 


$ SI 


& 8, ~fc 

( Bissau 


(NMR* ) 


3 


HCC ♦ 
1/2 Ha 0 


Matt*!* 

(l*y-A/-#) 


300tt_t 
("1 ) 


4 


1/2 (C00H) 2 
•Ha 0 


(x*y-A/-*) 


300JR± 
("2 ) 


5 


(CO0H) 2 


(X*y-A/) 


147-148 


6 


3/4 H2 0 




3 20«_t 
("3 ) 


7 


1/2 H 2 S0 4 p 
•3/2 H* 0 


(I^y-A/-*) 


300«± 
("4 ) 


8 


Hca 


(x^y-A/-*) 


300«± 
C5 ) 


9 


(C00JI) 2 


(I*y-A/-*) 


248-250 
(ft ») . 


1 u 


XT IS 


(X^y-A/-*) 


300R±. ' 
("6 ) 


1 1 


38 at 


(xiry-A/-*) 


298-300 
(ft ») 


1 2 


HCC • 
2Ha 0 


(x^y-A/-*) 


2 74-28 2 
(it B) 



HAS 




fs a m 
( n eas») 


a /§cc) 

(NMR* ) 


23 


HCC • 
Ha 0 




280-290 

(ftm (-15) 


24 


HCC • 

3/2 Ha 0 


(i*y-A/-*) 


280-288 
<#») (-16) 


25 


HCC 


(*) 


290«± 
<#*?) (*17) 


26 


HCC • 
Ha 0 


(X*y-A/-*) 


I00«± 
(-18) 


27 


HCC • 
2/3 Ha 0 


(xity-A/-*) 


I20«± 
(" 19) 


28 


HCC • "~ 
Ha 0 


(x^y-A'-*) 


3ooa± 

(-20) 


29 


HCC • 
Ha 0 


(i^y-A/-*) 


300«± 
(-21) 


30 


HCC • 
1/2 Ha 0 


(X$ry-.A/-#) 


300«± 
("22) 


31 


HCC • 
3/2 Ha 0 


(x*y-A/-#) 


300tt± 
("23) 


3.2 


HCC • 

2 Ha 0 


(x^ry-;u-7K) 


300«± 
("24) 
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$68 
« 




IS a Jf? 


Si fSCC) 

/KIMDK \ 

V INMrv / 


33 


Hce • 

■ i r\ 

Ha 0 




30oa± 


34 


m m 


j&exuxAtt (J?* 

TvUlw.ft/^ r — 


177-182 

/ /v to? \ 


35 


Hz 0 


7U/1»A>A7^ I — ft) 


148-163 v 
(771*) ( 26) 


36 


H2 0 




165«± 

/ /\to? \ / M 07' 


37 


He 0 


f-hfitsJ^uJ^ r — TIC) 


199-200 
in S; 


38 


HC6 • 
3/2 H2 0 




300CU: 
(" Zo) 


39 


HCe •■ 
4/3 H2 O 




230-250 

\7Jntt V 


40 


HCe • 

3/2 H2 0 


(I2V-/I/-*) 


320Ot 
("30) 


41 


HCe 




("3D 



("4 ) NMR ( DM SO -de ) 6 : 
2. 40-2. 75 ( 2 H. m) 
2. 90-3. 20 ( 2H, m) 
7. 06 (1H. d . J-9HZ) 

7. 85 (1H. d, J-6HZ) 

8. 10 (1H. d. J-9HZ) 
8 . 2 0 ( 1 H. s ) 

8 . 4 5 ( 1 H. d . J - 6 Hz) 

9 . 2 0 ( 1 H. s ) 
10. 5 5 ( 1 H . brs) 

(" 5 ) NMR (DMSO-d, + D2 O) fl : 

1 . 2 0 ( 3 H, t . J - 7 . 5 H z ) 

2 . 5 0- 2.80 ( 2 H. m) 
2. 8 0-3. 20 ( 2H. m) 
3.9 0(2H.q.J-7.5Hz) 
7. 3 2 ( 1 H. d. J-8HZ ) 

7. 90-8. 30 . (3H. m) 
8 . 5 0 ( 1 H . m ) 



81181063-230687 (23) 
{" 1 ) NMR (DMSO-de ) 8 : 
2. 40-2. 80(2H. m) 
2. 8 5-3. 20 (2H. m) 
7. 08MH. d. J-9HZ) 

7. 48 (1H. dd. J-8HZ. 5HZ) 

8. 1 0-8. 4 0 ( 3 H. m) 

8. 4 8 ( 1 H. d. J - 5 H z ) 
10. 5 0 (1 H. brs) 

C" 2 ) NMR (DMSO-d 6 ) « : 
7.20-8. 40 ( 7 H. m) 

9. 21 (1H, 3) 

(* 3 ) NMR (DMSO-d, ) 0 : 
2. 4 3-2. 7 5 ( 2 H. m) 

2. 90-3. 20 ( 2 H. m) 

3. 48(1 H. brs) 

7. 10-7. 30(1 H. m) 
7. 85-8. 40 (4 H. m) 
9. 49 (1H. brs) 

9. 10 (1H, brs) 
("6 ) NMR ( DMSO-d, ) 6 : 
4 . 60 ( 2 H. m) 

4. 95-5. 30 (2H. m) 

5. 60-6. 20 ( 1 H. m) 

7. 28 (1H. d. J-9HZ) 

8. 05-8. 35 (3 H. m ) 

8. 60 (1H. d. J-7HZ) 

9. 3 6 ( 1 H. s ) 

(" 7 ) NMR ( DMSO-d, ) 6 : 

5. 5 6 ( 2H. s ) 

6. 83 ( 1 H. d . J-9. 4Hz) 

7. 1 8-7. 27 (5H. m) 

7. 62 (1H. d. J-8. 9Hz) 

8. 08(1 H. d. J-6. 5 H z ) 
8. 1 3 ( 1 H. d. J -9. 4 Hz ) 
8. 4 0 ( 1 H . d.J-8. 9 H z ) 
8. 52 (1H. d. J-6. 5HZ) 
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<* 8 ) NMR (DMSO-d«.) 3 : 

1 . 75-2. 05 ( 4H. m) 

2. 40-2. 6 0 (4H. m) 

6. 6 9 ( 1 H, s ) 

7. 4 0 ( 1 H. d. J-8. 6HZ ) 

8. 1 0-8. 20 ( 2H. m) 
8. 45 (1H. s ) 

8. 58 (1H, d, J-6. 4HZ) 

9. 39 (1H, s ) 
12. 09 (1H. s) 

(" 9 ) NMR (DMSO-d, > 3 : 

2. 8 2 (3H. s > 

3. 1.0-3. 8 0 (6H. m) 
3. 90-4.10 (2H. m) 
7. 34 (1H. s) 

7. 48 (1H. d. J-8. 5HZ) 

8. 1 0 (1H. d. J-6. 45Hz) 
8. 30 (1 H. d. J-8. 5 H z ) 

8. 94 UH. d. j-i. 8Hz) 

9. 43 (1H. 8) 

<" 12> NMR (DMSO-d, ) 3 : 
2. 5 0-2. 7 0 ( 2 H. m) 
2. 90-3. 10(2H. m> 

7- 43 (1H. s) , 7. 53 ( 1 H. s) 
8. 00 (1H, d. j-5. 0H2) 

8- 50(1H. d. J-5. OHZ) 

9- 30 (1H, s) . 9 . 65 (1H. s) 
(" 13) NMR (DMSO-d, ) 3 : 

2. 50- 2. 60 ( 2H. m) 
2. 99-3. 09 ( 2H. m) 
3 • 7 8 ( 3 H . s ) 
8. 91 (1H. d, j-8. 6Hz) 
8. 12 (1H. d, j-6. 4 H z ) 
8- 1 4 < 1 H. d. j-8. 6Hz ) 

8- 54 (1H. d. j-6. 4 H z ) 

9- 33 MH.s), 10. 55 (1H. s) 



(. ) 

9?B3B3 63-230687 (24) 
8. 56 (1H. d. j-6. 45HZ) 
8. 65 (1H, s) , 9, 3 7 (1H, s) 
11.14 (1H. brs) 
1 2. 28 ( 1 H. s) 
(" 10) NMR (DMSO-d, ) 3 : 
2. 00 (4H. m) , 3 . 50 (4H. m) 
4. 34 (2H. s) 

7. 60 (1 H. d. J-8. 79Hz) 

8. 10 (1H, d. j-6. 4 5 H z ) 
8. 4 5-8. 65 (3H, m) 

8. 76 (1 H. s) v g. 38 (1H. s) 
10. 60 ( 1 H. brs) 
1 2. 58 (1H. s) 
(" ID NMR (DMS0-d 6 ) 3 : 

2. 60-2. 8 0 ( 2H. m) 

3. 10-3. 3 5 (2H. m) 

8. 1 4 ( 1 H. d. J-6. 43HZ ) 
8. 5 8 ( 2 H. m) 

(" 14) NMR ( DMSO-d, ) 3 : 

0. 8 7 (3H. t. J-7. OHZ ) 

1. 6 9 (2H. slxt. J- 7. OHZ) 

2. 50-2. 60 ( 2H. m ) 

2. 98-3. 08 ( 2H. m) 

3. 71 (2H. t. j-7. OHZ) 

6. 89 (1H. d. j-6. 5 Hz) 

7. 97 (1H. d. J-8. 5HZ) 

8. 09 (1H. d, j-6. 5HZ) 
.8 . 5 6 ( 1 H . d , J - 6 . 5 H z ) 

9. 40 (1H, brs) 

10. 5 4 ( 1 H. s ) 

(" 15) NMR ( DMSO-d, ) 3 : 

1. 46 (3H, t. J-7. OHZ) 

2. 48-2. 56 (2H. m) 
2. 8 9 -2. 9 9 ( 2 H. m) 

4. 3 5 C2H. q. J-7. OHZ) 
6. 8 1 ( 1 H. s ) 
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\ j 

8 . 09 ( 1 H, d. J - 6 . 4 H z ) 

8 . 13 ( 1 H. s ) 

8. 5 0MH. d . J - 6 . 4Hz) 

9 . 2 6 ( 1 H. s ) 
10. 38 ( 1 H . s > 

(* 16) NMR (DMSO-ds ) 5 : 
0. 9 5 ( 3 H . t, J - 7 . 2Hz) 
1 . 90 ( 2H. sixt. J-7. 2HZ) 
7 . 4 6- 7. 5 6 ( 2 H.. m t ) , 
2. 89 -2. 99 ( 2H. m ) 
4. 24 ( 2H. t. J-7. 2Hz) 

6. 8 2 ( 1 H. s ) 

8. 1.3 (1H. d. J-6. 4 H z ) 
8. 1 4 ( 1 H. s) 

8. 53 ( 1 H. d. J-6. 4Hz ) 

9 . 3 0 ( 1 H . s), 10. 38MH.S) 
(■IT) NMR' (Dt O) A : 
2.45-2. 5 5(2H.m) 

7. 47 (1H. d. J-6. 2Hz) 

9. 26 (1H. sK 10. 29 (1H, s) 
("20) NMR ( f-'J7A/*P»»-d ) : 

1 . 43 (3H. d. J-8HZ ) 
2.90-3. 6 5 < 3 H .- m ) 
7.2 5- 7. 55 (2H.m) 
7. 80-9. 30 (4H. m) 
(" 21) NMR (DMSO-d 6 ) 5 : 
1 . 32 (3H. d. J-7HZ ) 
2. 20-3. 40 (3H. m) 

7. 1 2 ( 1 H. d. J-8HZ) 

8. 1 0-8. 33 (3H. m) 
8. 60 ( 1 H. d. J — 7 H Z ) 
9 . 3 4 ( 1 H. s ) 

("22) NMR (DMSO-ds. + Dt 0) 0 : 
2. 31 (3H, 8) 
2. 4 5-2. 80 ( 2H. m) 
2.80-3. 25 (2H. m) 



mW 63-230687(26) 
2. 8 2-2. 9 2 ( 2H, m) 

6. 57 (1H. S). 7. 93 (1H. s) 
8. 00(1H. d. J-6.' 3Hz) 

8. 38 (1H. d. J-6. 3HZ) 

9. 0 4 ( 1 H. s ) 

(" 16) NMR (DMSO-d« ) 6 : 
2. 50-2. 60 (2H. m) 
2. 95-3. 0 5 (2H. m) 

7. 14 (1H, s) , 7. 91 (1H. s) - 

8. 16(1 H. d. J-6. 4Hz) 

8. 60 (1H. d , J-6.4HZ) 

9. 4 7 ( 1 H. s), 10. 55 (1H. s) 
'(" 19). NMR ( DMSO-ds ). 6 : 

2. 4 5-2. 5 5 ( 2H. m) 

2. 59 (3H. s) 

2. 8 6-2. 96 ( 2H. m) 

6.86MH. s) , 7. 79 (1H. s) 

7. 99 (1 H. d. J-6. 2Hz) 

7. 8 0 ( 2H. m) 

7. 90-8. 2 0 ( 1 H . m ) 
.8. 4 0-8. 60 ( 1 H. m) 

9. 15 (1H. ») 
(" 23) NMR ( Dz 0) 0 : 

6. 30 ( 1 H. d. J-8HZ) 

6. 4 5-7. 1 0 (3H. m) 

7. 3,0 (1H. d. J-7HZ) 
7. 8 8 ( 1 H. s ) 

7. 85 (1H. d, J-7HZ) 

8. 3 0 ( 1 H. s ) 

(" 24) NMR ( DMSO-d, > 0 : 
2. 4 5- 2. 5 5 ( 2 H. m) 
2. 9 5- 2. 0 5 ( 2H. m) 
7. 4 5 ( 1 H. d. J-8. OHz) 
7 . 8 3 ( 1 H. s ) 
7. 90 ( 1H. dd. J-1. 8Hz. 
8. OHz) 



i J 

WMa 63-230687 (26) 



8 


. 11 ( 1 H, d . J -6. 5 H 2 ) 




6. 


9 6 ( 1 H . d. J-8. 2HZ 


8 


. 56 ( 1 H, d. J-6. 5Hz ) 




6. 


90-7. 00 ( 1 H. brs) 


9 


'. 41 (1H. 8), 10. 48 (1H. 


s) 


7. 


43 ( 1 H. d, J-8. 8HZ 


(■ 


25) NMR (OMSO-d, > d : 




7. 


90(1 H. d. J-8. 2HZ 


2 


. 55-2. 65 (2H. m) 




7. 


94 (1H. s), 10. 31 ( 


3 


. 00-3. 1 0 ( 2H, m) 




1 2 


. 5 8 (1 H, brs) 


7 


. 22 ( 1 H. t. J-7. 6Hz) 




(* 27) NMR (CDCa a ) 5 : 


7 


. 5 1 ( 1 H. d. J-7. 6Hz ) 




2. 


60-2. 7 0 ( 2 H . m ) 


8 


. 17 (1H. d. J-6. 4 H z ) 




2. 


98-3. 08 (2H. m) 


8 


. 21 (1 H. d. J-7. 6 H z ) , 




3. 


93 (6H, s) 


8 


. 62 (1H. d. J-6. 4 H z ) 




6. 


8 9 ( 1 H. d. J-8. 3 H z 


9 


. 5 4 ( 1 H. 3) , 1 1. 58 (1H. 


S ) 


6. 


97 (1H. brs) 


(" 


26) NMR ( DMSO-de ) d : 




7 . 


2 8 (1H. brs) 


2 


46-2 56(2H.m) 




7. 


84 ( 1 H. d. J-8. 3Hz 


2 


. 93-3. 03 ( 2 H , m) 




7. 


9 7 ( 1 H. s ) 


3 


. 79 (3H. s) 




1 1 


. 3 0 ( 1 H. brs) 


6 


. 80(1 H. dd. J-2. 4Hz, 




("28) NMR ( DMSO- d 6 ) 3 : 




8 . 8 H z ) 




2. 


50- 2. 5 9 ( 2H. m) 



r 
■i 



2. 99-3. 0 5 ( 2H. m) 

7. 0 6 ( 1 H. d. J-8. 2 H z ) 

8. 10-8. 20 (2H. m) 

9. 0-9. 4 (2H. brs) 

10. 5 0 ( 1 H. s ) 

(*29) NMR (DMSO-ds ) 0 : 
2. 56-2. 66 (2H. m)~ 

2. 90-3. 00 ( 2H. m) 

3. 3 7 (3 H... s ) , 4 . 1 5 ( 3 H. 8 ) 
6. 9 2 ( 1 H. s ) 

8. 12 (1H. d. J-6. 4HZ) 
8 . 2 2 ( 1 H . s ) 

8. 53 (1 H. d. J-6. 4HZ ) 

9. 29 (1H. brs) 

(*30) NMR (DMSO-ds ) 0 : 
2. 4 3 (3H. S) 
2. 50-2. 60 (2 H. m) 
2. 90-3. 00 ( 2H. m) 



7. 05 ( 1 H. 5), 7. 90(1H. s ) 

8. 10 (1H, d. J-6. 4Hz) 

8. 5 6 (1H. d. J-6. 4HZ) 

9. 41 (1H. s), 10. 40 (1H. s) 
(* 31) NMR (DMSO-d, ) 6 : 

2. 50-2. 60 ( 2H. m) 

2. 90-3. 10 ( 2 H . m) 

3. 35 (2H. brs) 

6 . 9 0 - 7 . 1 0 ( 3 H . m ) 
7. 49 ( 1 H. d, J-8. 8HZ) 
7. 95 (1H. d. J-8. 8 H z ) 
8 . 0 1 ( 1 H. S ) 

10. 5 2 (1H. brs) 
$fiS094 2 

8-75y-6-(1H--f^^/(4. 5- 
c)-tryj>>-2--fJb>-3. 4 - J? C K □ 
/DU#7f-'; JVO. 4 Q *)S*»»2 OoBttUCiWJ 
fflB5»1 JB^llP^, 80-9 0DT7»ISI«) 
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5 0 %*Kfc* l> y <7 A*8HIC X p H 7 - 8 £ 

-10:1) CT»S», 1SSnfc|&B€-5%0t 
&»VO A *SK 3 0 BfiH fln^., SBT2RISI«t 
fcbfc. fril, i*y-;t/-ffllSKic 

0. 2 g©8 -7t^/U7^y- 6- ( 1.H--T 
^5fV(4. 5- c ) -C; 5?>- 2 --f A/) - 
3. 4-.?£ Ka»^/^^^»; A/«15fc. 
8)3 28 4-2 86T5 (»») 

tttt a&ryxAi* 

6-C1H--f5$ry(4. 5 - c ) tf y ? > 
- 2 - Y ) - 7-lKf-3,.4-?tKP 



ftfi3BB 63-230687 (27) 
»A/*K;*?-y/l/0. 3 2 0 a Q/-KA/A®jg jg 
-37TJ 40T!GT = Sfl;*D>l, 0 

4 5T5ICT6 6|iai!!Q»KJ*l,fc. *©BK -40 

-5 0:10: 1) CTBBUfc. afittcj:?) 
SKfflfcU, *tOBBaUT, 58HMMD6- 
( 1 H - -f (4. 5 - c ) tf y i>>- 2 - 

•T*) - 7-tKO*S'-3. 4 - J? fc K Q XJ A* 
*29-yA< • SKfi*&fc. 
tttt K*&»*1* 
MjS 290T}tt±<#») 
NMR ( D e 0 ) a : 



2. 45-2. 55(2 H. m) 

2. 82-2. 92 (2H. m) 

6 . 5 7 ( 1 H . s ) . 7 . 9 3 ( 1 H . s > 

8. 00 ( 1 H, d, J-6. 3Hz) 

8. 38 (1H. d. J-6. 3Hz) 

9. 04 I1H. 3} 
SUWIH1 

6- k^yx-i $.sr>j-n>- 2- 
■< to ) - 3 . 4-?tKP»^# 

5BB 

t>7> 13 2B0 
?^?i/?A^f7l/-|- 18 ng 

a *i _ ; 4 5B0 

ft 2 0 0bo 

> 

7- X 6- ( 1 H-4 A 



7V ( 4. 5- c ) try yy- 2 

-3. 4-J?tKQ»il/ 
# a f - y A/ 5 0 0 Bfl 

f'Jifl/V^ya-A/ 0. 3 g 

: 4 000) 
JBfc* h y 9A 0. 9 g 

/•K'J^ + S'i^U'VVA'ir^v o. 4g 

xsasraH^hu^A o. 1 g 

* f;i/-/t7^> o. i 8 g 

7Qt:ji/-A7^> o. 02 g 

a«ffiaa?k 1 0 Qnfl 

±8'f?"C>JIU > 913RKt h y r7ARtf 
fifc* h y <?A$Rff b*#.S8 OT)T±E<DM 
i*CS»7*. »5n.fcBiS^ 4 OT5 3:T-ftfl] 

ikv * * * xi-i/yy n,x * y * y *n-h* 
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k - .* b t> x a $ jp a * a c t ic j: <o a a b t i 

<asas«tii?isi»«*> 
(*S8~1 3ko©fltitita«rt»c'o h/^e 

rttt^ugmc^tf*. X/ty >©* h y 

£1 000U/kg©S|£T»«rt»5»IHillia5E 

fcHsaai-ra. fs*tt£c?iiaa5Rtf^ 

UJ:t>> #a*#5a»nfcl4l«T 1 0 OmHo® 
SHTfflR^n*. ftAXttttfl-1 8~2 7ho-C 
JUS*-* • ^byfAffl30BQ/ 

Ata i o o ou/ko*»s»rta^oT»< . sif 
aa$at^ aacDi . 5«©se (o. 5-3 

V) . 5asec<Dfl&tt. Bi) 1 2 0H©«a«K 

2. 6- ( 6-?ao- 1 H-^VX-f 

A>- 2--<A<) -3. 4-?eKP»JHK^ 

3. 8-7Dt-6- ( 1 H--f (4. 5 
- c ) try 2--<AO - 3. 4-?t 
KO*/U«>l9-yA' • 1 iSBtffl • 1 *«» 

4. 8-> h*i>-6- ( 1 H--f5$ry ( 4. 
5-c)tryj?>-2--fAO-3. 4-2? 

5. 7-;*b*V-6- (l H--f5Jf , /(4, 
5-c) tf y 5>>-2--f AO -3. 4-9 
CKaAJH^?'^' 1 JSKffl • 1*fflfc 

6. 6- ( 5 -* h*5>- 1 H-^>X-<5^V 
-*-2-(*.).t3. 4-?tHQ»il/* 

>i?-y A/ ♦ 1 *«a 

7. 6- (1H--f^^ 1 / (4, 5 - b ) if i) 5. 
*?>-2--fAO -3. 4-f CKa*JI"t! 
>l^yA/ • fiSS • 3/2*»» 



^BaB363-230G87 (28) 

1*1. 5g-e?ira®©aa:iBatta&ffi2fta* 
ftoxas-ra. 85*rafflBSO)fliafittaaafi 

(AB.J.PhVSlot. 2 1 8 . 1459-1463. 
19 7 0). 
0tttfc&%tt, 1 0~30#« (081T4&BS 

fc. sifliaac»T*fiFffltt, a5«r*»s©a» 
cc t ©. * .to £ a * w a fc a a £ i/ t ffl t> fc i$ a 
<«afcaa> 

1. 8-7^>-6- (1H--f?? > /(4, 5 
-c)tryi>>-2--fAO-3. 4-2?t 

>-a*A/,it^f-y a» 



8. 7-^^-6- (1H-^?y i /(4, 5 
-c) tfy2?>-2--TA*) -3. 4-i*fc 

KQ»M7f^. aaa • 2/3*«» 

9. 1-^ffl/-7-^h + f-6- (IH-^ 
52V(4. 5- c ) ry 2 -WAO 

-3. 4-^e Kojujua^f-u • aas 

♦ 4/3*flia 

10. 6- (5-7?y-1H-^>X-f5^/ 
— A/— 2 — tfAO — 3. 4 - 9t KDSA"K 

11. 7-tKQ*J/-6- (1H--f?^y 
(4. 5-C)try?>-2--fAO-3. 

4- ?tHD**#^fyA/' aaa 

12. 7-?an-6-(1H--f^$ry(4, 

5- c)tyi>>-2--fAO-3. 4-2? 

tKo»**A^y a* • aaa • 1*»^ 

1 3. 4-*^A<-6- ( 1 H-«f (4/ 
5-.c)tfU9>-2-<fJIO-3. 4-2? 
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14. 8-*^A/-6- ( 1 ( 4. 5 

-c) try?>-2--f ao -3. 4-?t 

15. 6 - (1H-r?r/(4. 5-c) t>j 
2?>- 2--T AO -3. 4-J?eKQ»fl/* 
a*»>A/. 1/2KKS- 3/2*fll«j 

16. 6-(1H-*5*VC4. 5 - b) try 
9>-2--fAO -3. 4-?CKa)5fl/j« 
2*-yA<- ttKft • 1 /2*«» 

1 7.. 1 - 7U/U-6- ( 1 H-'-f *5fV (4. 
5 - C ) try 5>>- 2 --f AO -3. 4 - J» 

18. 1-If*-6-(1H-f.?r/(4, 
5-C) tfy5?>-2--TAO -3. 4.-? 

19. 5-n-7o#ti/-6- ( 1 H - V 5 if 
(4. 5-c) try 2--TAO -3. 

25. 3-XfA/-6- (1H-^5r/(4. 
5-C) 2--f A/) - 3. 4-9 

26. 6 - (1H-^>X-f^5ry-A/-2--< 
AO -3. 4 -*?t KajOA/#>iy-y A/ 



63-230687 (29) 

4- J?eKD»A/^^9-yA/« JfflKffl • 1 / 
2*fll» 

20. 1 - ( 2-'7x.*^) - 6- ( 1 H--f 

5 ( 4 . 5 — c) tryj>>— 2 — -fAO 

-3. 4-5?fcKoaA'#;*?-yA«-JSHia 
• 2*ffl«J 

21. 1 -*v>i?A<-6- ( 1 H-4Ztry (4. 

5- C ) try J>>- 2--f AO *A<#;i?-y 
A* 

22. 8--hD-6 - ( 1 H - -f 5 $ry ( 4 . 
5-C) ITy 5>>-2--fAO -3. 4-?? 
C KOftMlK^g A/ 

23. 8-7tfA/??/-6- (1H--f?^ 
VC4. 5-c) tryi»>-2--fAO -3. 

4- J?t=K y A/ 

24. 5-Xh*J>-6- (1 H--rS*ry (4. 

5- c) tryj?>-2--f AO -3. 4-3? 
ei? PiiA/^^^yA/ • tflBUB • 1 *ffl» 



» 3 S 





it ¥ ft 

<*A/) 


(%) 


(■»/») 


1 


10n 


32. 4 


1. 0 


2 


Itf 


27. 1 


0. 4 


3 


30n 


20. 2 


1. 2 


4 


100n 


17. 8 


0. 8 


" 5 


300n 


23. 1 


0. 4 


6 


Ml 


27. 7 


0. 4 


7 


300n 


107 


0. 9 


8 


Mi 


59. 6 


1. 2 


9 


Ml 


44. 2 . 


2.8 


10 


Mi 


68. 1 


2. 9 
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